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AMENDMENTS TO THE CLAIMS 

This listing of claims will replace all prior versions and listings of claims in this 
application. 

Listing of Claims: 

Claims 1-38 (Cancelled) 

Claim 39 (Previously presented): A compound having the Formula: 




or a pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, hydroxyalkyl, 
amino, aminoalkyl, cyano, O-R 6 , NH-R 6 , and S-R 6 , wherein R 6 is alkyl or haloalkyl; 

B is a C3-C7 cycloalkyl or a C4-C6 saturated heterocyc l yl, wherein (a) each r i ng 
carbon is optiona ll y substituted with R 9 3 , (b) a ring carbon, othor than tho ring carbon at 
th e po i nt of attachment, i s opt i ona l ly subst i tut e d w i th oxo provided that no more than 
on e r i ng carbon i s subst i tut e d by oxo at th e sam e t i m e , (c) a ring carbon or n i trog e n in a 
first a l pha position re l at i v e to th e r i ng carbon at th e po i nt of attachm e nt is opt i ona ll y 
subst i tuted by R 8 , (d) a ring carbon or n i trogen i n a second alpha position rc l ativo to tho 
ring carbon at th e point of attachm e nt is optiona ll y substituted by R 1 *, (o) a r i ng carbon 
or n i trog e n, i f pr e s e nt, i n a first b e ta posit i on r e lativ e to th e ring carbon at th e po i nt of 
attachm e nt and i n an alpha posit i on re l at i v e to th e r i ng atom opt i ona ll y subst i tuted by 
R 9 , i G optionally oubotitutod by R 1 0 , (f) a r i ng carbon or nitrogen, i f prooont, i n a oocond 
b e ta position r el at i ve to th e ring carbon at th e po i nt of attachm e nt and i n an a l pha 
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position r el ativ e to th e r i ng atom optionally subst i tut e d by R n , i s opt i onally substituted 
forR 12 , (g) a ring carbon or n i trogen, if present, in a first gamma position ro l otivo to tho 
ring carbon at th e point of attachment and in an a l pha pos i tion relat i v e to th e ring atom 
optiona ll y subst i tut e d by R 10 , is opt i ona ll y substituted by R^, and (h) a ring carbon or 
n i trogen, if present, i n a second gamma position r e lativ e to th e carbon at th e po i nt of 
attachm e nt and in an a l pha position r el ativ e to th e ring atom optiona l ly substitut e d by 
R 1 *! i s optiona l ly subst i tuted by R **; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of hydrido, 
hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkylsulfonamido, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, alkoxy, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, hydroxyhaloalkyl, carboxy, carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, aryl, aralkyl, cycloalkyl, 
cycloalkylalkyl, heteroaryl, heterocyclyl, alkoxy, cycloalkoxy, cycloalkylalkoxy, aralkoxy, 
aryloxy, heteroaryloxy, heteroaralkoxy,heterocyclyloxy, heterocyclylalkoxy, hydroxy, 
amino, alkoxyamino, alkylamino, arylamino, aralkylamino, heteroarylamino, 
heteroaralkylamino, heterocyclylamino, heterocyclylalkylamino, alkylsulfonamido, 
amidosulfonyl, arylsulfinyl, aralkylsulfinyl, cycloalkylsulfinyl, heteroarylsulfinyl, 
arylsulfonyl, aralkylsulfonyl, cycloalkylsulfonyl, heteroarylsulfonyl, hydroxyalkyl, 
hydroxyhaloalkyl, aminoalkyl, carboalkoxy, carboxy, carboxyalkyl, carboxamido, halo, 
haloalkyl, and cyano; 

R 3 3 and R 34 aro i ndependently selected from tho group cons i st i ng of hydr i do, 
ac e tam i do, ha l oacetamido, am i d i no, guan i dino, alkoxy, hydroxy, am i no, a l koxyam i no, 
a l ky l amino, alky l thio, amidosulfony l , alky l , ha l o, ha l oalkyl, haloalkoxy, hydroxyalky l , 
hydroxyha l oa l kyl, carboalkoxy, carboxy, carboxamido, and cyano; 

A is a bond . CH 2 , CH 2 CH 2 , or CH 2 CH 2 CH 2 or (C I KR^ -fW ^ wherein rr is 0 or 
1 , pa is an integ e r selected from 0 through 3, and W ? 4s-(R f )NC(0) or N(R ? ); 

R f is se l ected from the group consist i ng of hydrido, hydroxy and alkyl; 
R^ is se l ected from tho group cons i sting of hydrido, halo, alky l , and haloa l ky l ; 



3 



PHA 4163.5 (3455/1) 
PATENT 



R 1 and X° are independently selected from the group consisting of hydridoi 
hydroxy, hydroxyamino, amidino, amino, cyano, hydroxyalky l , alkoxy, a l kyl, a l ky l amino, 
aminoa l ky l , alky l thio, a l koxyamino, ha l oa l kyl, haloa l koxy, and halo; 



Z° is s e lect e d from th e group cons i sting of a bondrGH^r^H^^Hgr 
W e (CH(R* *)) p whcroin p io 0 or 1 and W e is soloctod from tho group cons i sting of O, S, 
and N(R^ ); 

R 4 * and R 4 2 arc i ndopondontly hydr i do or a l kyl; 

Q is phenyl or a heteroaryl of 5 or 6 ring m e mbers , wherein (a) a ring carbon in a 
first alpha position relative to the ring carbon at the point of attachment is optionally 
substituted by R 9 , (b) a ring carbon in a second alpha position relative to the ring carbon 
at the point of attachment is optionally substituted by R 13 , (c) a ring carbon, in a first 
beta position relative to the ring carbon at the point of attachment and in an alpha 
position relative to the ring atom optionally substituted by R 9 , is optionally substituted by 
R 10 , (d) a ring carbon, in a second beta position relative to the ring carbon at the point of 
attachment and in an alpha position relative to the ring atom optionally substituted by 
R 13 , is optionally substituted by R 12 , and (e) a ring carbon, if present, in the gamma 
position relative to the ring carbon at the point of attachment and in an alpha position 
relative to each of the ring atoms optionally substituted by R 10 and R 12 , respectively, is 
optionally substituted by R 11 ; 

Y° is the formula 



wherein J 5 , J 6 , D 5 , D 6 are carbon atoms, wherein and th e ring carbon atoms to which 
th e y ar e attach e d d e fin e a ph e nyl or 5 - or 6 -m e mb e r e d h e t e roary l ring, T, wh e rein one 
of^ 5 and J e is absent whon T io a 5 - momborod hotoroaryl ring, J 5 is optionally 
substituted by R 17 wheiW 5 io a carbon atom , J 6 is optionally substituted by R 18 wh e n J e 



R 2 is Z°-Q; 




4 



PHA 41 63.5 (3455/1) 
PATENT 

is a carbon atom , D 5 is optionally substituted by R 16 wheft-B 5 i s q carbon atom and D 6 is 
optionally substituted by R 19 when-B e i s a carbon atom ; 

R 16 , R 17 , R 18 , and R 19 are independently selected from the group consisting of 
hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, alkylamino, 
alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; 

Q b is sel e cted from the group cons i sting of NR^ R 2 *, hydrido, and 
C(NR 25 )NR 23 R 24 , with th e proviso that no mor e than on e of R ^-af^d-R ^ i o hydroxy and 
with the furth e r proviso that no more than one of R 2 * and R* * ~ i G hydroxy ; 

R^t-R^t R 23 , R 24 , and R 25 are independently selected from the group consisting 
of hydrido, alkyl, and hydroxy; and 

Q s is s e l e cted from th e group cons i st i ng of a bond, CH 2 , and C I l 2 €H 2 . 

Claim 40 (Currently amended): The compound of claim 39 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
hydroxy, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 1,2-dihydroxyethyl, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, methoxy, trifluoromethoxy, N- 
methylamino, methythio, and trifluoromethylthio; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, ox e tan-3-y l , 
az e tid i n-1-yl, az e t i din»2-y l , az e tidin"3"y l , thiaetan-3-y l , cyclopentyl, cyclohexyl, 
norborny l , 7"Oxab i cyc l o[2.2.1]h e ptan-2"y l , 

b i cyclo[3.1 .0]h e xan" 6 "y l , and cycloheptyl, 2"morpho l inyl, 3"morpho l inyl, 
4-morphol i ny l , 1-p i p e raziny l , 2-pip e raziny l , l^piperidiny l , 2-pip e ridinyl, 
3-p i p e ridiny l , 4-piper i diny l , 1 -pyrrol i dinyl, 2"pyrro li d i ny l , 3"pyrro li diny l , 
2"d i oxanyl, 41 l "2"pyranyl, 41 K3"pyranyl, 4 1 l"4 - pyrany l , 41 l ^pyran^on e ^y l , 4 1 1- 
pyran-4"on e "3-y l , 24etrahydrofurany l , 34 e trahydrofuranyl, 
2-t e trahydropyrany l , 3-tetrahydropyranyl, 44 e trahydropyrany l , 
2 - t e trahydroth ie ny l , and 3-t e trahydroth ie ny l , wh e r ei n (a) e ach ring carbon is 
opt i onally substitut e d w i th R * *, (b) a ring carbon or n i trogon in a f i rot a l pha pooition 
r el ativ e to th e ring carbon at th e point of attachm e nt is opt i ona l ly subst i tut e d by R 9 T 
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(c) a ring carbon or n i trog e n i n a s e cond a l pha pos i t i on r e lativ e to th e r i ng carbon at 
th e point of attachment is optionally substitut e d by R * *, (d) a ring carbon or nitrogen, 
if pr e s e nt, i n a first b e ta pos i tion re l ativ e to the r i ng carbon at th e po i nt of 
attachm e nt and in an a l pha position re l at i v e to th e r i ng atom optiona l ly substitut e d 
forR § , i o opt i onal l y oubGt i tutod by R^, and (o) q ring carbon or nitrogon, if prcoont, i n 
a s e cond beta position r e lativ e to th e ring carbon at th e point of attachment and in 
an alpha pos i t i on r el ativ e to th e ring atom opt i ona l ly substitut e d by R 1 *, i s opt i ona ll y 
substituted by R ^; 

R 9 , R 11 , and R 13 are independently selected from the group consisting of 
hydrido, amidino, guanidino, carboxy, methyl, ethyl, propyl, isopropyl, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino, 
N,N-dimethylamino, N-ethylamino, methylthio, ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 

2,2,3,3,3-pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chloro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, N,N- 
dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 2,2,2- 
trifluoro-1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, 
N,N-dimethylamidocarbonyl, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
amidino, guanidino, carboxy, carboxymethyl, methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, methoxyamino, 
ethoxyamino, acetamido, trifluoroacetamido, aminomethyl, 
1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino, 
methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl, 
N.N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, 
2,2,2-trifluoro-1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
N-(3-fluorobenzyl)amidocarbonyl, N-(2-trifluoromethylbenzyl)amidocarbonyl, N-(1- 
phenylethyl)amidocarbonyl, N-(1-methyl-1-phenylethyl)amidocarbonyl, N- 
benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
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N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, N- 
isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 

N-cyclohexylamidocarbonyl, fluoro, chloro, bromo, cyano, cyclobutoxy, cyclohexoxy, 
cyclohexylmethoxy, 4-trifluoromethycyclohexylmethoxy, cyclopentoxy, benzyl, 
benzyloxy, 4-bromo-3-fluorophenoxy, 

3- bromobenzyloxy, 4-bromobenzyloxy, 4-bromobenzylamino, 
5-bromopyrid-2-ylmethylamino, 4-butoxyphenamino, 3-chlorobenzyl, 

4- chlorophenoxy, 4-chloro-3-ethylphenoxy, 4-chloro-3-ethylbenzylamino f 
4-chloro-3-ethylphenylamino, 3-chlorobenzyloxy, 4-chlorobenzyloxy, 

4- chlorobenzylsulfonyl, 4-chlorophenylamino, 4-chlorophenylsulfonyl, 

5- chIoropyrid-3-yloxy, 2-cyanopyrid-3-yloxy, 2,3-difluorobenzyloxy, 

2.4- difluorobenzyloxy, 3,4-difluorobenzyloxy, 2,5-difluorobenzyloxy, 

3.5- difluorophenoxy, 3,5-difluorobenzyloxy, 4-difluoromethoxybenzyloxy, 
2 f 3-difluorophenoxy f 2,4-difluorophenoxy, 2,5-difluorophenoxy, 
3,5-dimethylphenoxy, 3,4-dimethylphenoxy, 3,4-dimethylbenzyloxy, 
3,5-dimethylbenzyloxy, 4-ethoxyphenoxy, 4-ethyl benzyloxy, 3-ethylphenoxy, 4- 
ethylaminophenoxy, 3-ethyl-5-methylphenoxy, 4-fluorobenzyloxy, 
2-fluoro-3-trifluoromethylbenzyloxy, 3-fluoro-5-trifluoromethylbenzyloxy, 
4-fluoro-2-trifluoromethylbenzyloxy, 4-fluoro-3-trifluoromethylbenzyloxy, 
2-fluorophenoxy, 4-fluorophenoxy, 2-fluoro-3-trifluoromethylphenoxy, 

2- fluorobenzyloxy, 4-fluorophenylamino, 2-fluoro-4-trifIuoromethylphenoxy, 4- 
isopropylbenzyloxy, 3-isopropylphenoxy, 4-isopropylphenoxy, 
4-isopropyl-3-methylphenoxy, 4-isopropylbenzyloxy, 3-isopropylphenoxy, 
4-isopropylphenoxy, 4-isopropyl-3-methylphenoxy, phenylamino, 
1-phenylethoxy, 2-phenylethoxy, 2-phenylethyl, 2-phenylethylamino, phenylsulfonyl, 

3- trifluoromethoxybenzyloxy, 4-trifluoromethoxybenzyloxy, 
3-thfluoromethoxyphenoxy, 4-trifluoromethoxyphenoxy, 
3-trifIuoromethylbenzyloxy, 4-trifluoromethylbenzyloxy, 

2.4- bis-trifluoromethylbenzyloxy, 3-trifluoromethylbenzyl, 

3.5- bis-trifluoromethylbenzyloxy, 4-trifluoromethylphenoxy, 
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3- trifluoromethylphenoxy, 3-trifluoromethylthiobenzyloxy, 

4- trifluoromethylthiobenzyloxy, 2,3,4-trifluorophenoxy, 2,3,5-trifluorophenoxy, 3- 
pentafluoroethylphenoxy, 3-(1 ,1 ,2,2-tetrafluoroethoxy)phenoxy, and 
3-trifluoromethylthiophenoxy; 

R 3 * io Goloctod from tho group conoiot i ng of hydrido, amidino, guan i dino, 
carboxy, m e thoxy, e thoxy, isopropoxy, propoxy, hydroxy, am i no, m e thoxyam i no, 
e thoxyam i no, ac e tam i do, trifluoroac e tam i do, N-m e thylamino, dim e thy l am i no, N- 
e thy l am i no, m e thylthio, e thy l th i o, isopropy l thio, trifluoromethyl, p e ntaf l uoro e thy l , 
2,2,2"tr i fluoro e thy l , 2,2,3,3,3"p e ntafluoropropy l , tr i fluorom e thoxy, 1,1,2,2" 
tetrafluoro e thoxy, fluoro, ch l oro, bromo, am i dosulfonyl, N^methylamidosu l fony l , N,N" 
d i m e thylam i dosulfony l , hydroxymethy l , 1-hydroxy e thyl, 2»hydroxy e thyl, 2,2,2- 
trifluoro"1"hydroxyethy l , methoxycarbony l , ethoxycarbonyl, amidocarbonyl, N- 
methy l amidocarbonyl, N,N"dim e thy l am i docarbonyl, cyano, and Q b t 

A is s e l e ct e d from th e group consist i ng of a bond, N l I , N(CI y, N(OH), CH 2 T 
eH CH, CF^CH, NHC(O), N(CH s )C(0), C(0)NH, C(0)N(CH 3 )rGH 2 GH 2 ^GH 2 GH 2 GH 2T 
GH 3 GHGH 2 , and CF s €HGH 2 t 

R * and X? aro indopondontly Goloctod from tho group consiot i ng of hydr i do, 
hydroxy, amino, amid i no, hydroxyam i no, am i nom e thy l , 1-amino e thy l , methylam i no, 
dim e thylamino, cyano, m e thyl, e thy l , trifluorom e thyl, p e ntafluoro e thy l , 2,2,2" 
trifluoro e thy l , methoxy, hydroxym e thyl, 1-hydroxy e thyl, 2-hydroxyethy l , 
m e thoxyamino, methylthio, e thy l thio, trifluorom e thoxy, 
1,1,2,2"tetrafluoroethoxy, fluoro, chloro, and bromo ; 

RMs^-Qr 

Z e is Goloctod from tho group consist i ng of a bond, CH 2 7 -GH 2 GH 2 , O, S, NH, 
NfeH ), OCH 2 rSGH 2 , N(H)CH 2 , and N(CH 3 )GH 2 f 

Q is s e l e cted from th e group consisting of ph e nyl and 2-th ie nyl, 34hi e nyl, 2- 
fury l , 3-fury l , 2-pyrroly l , S^pyrroly l , 2"im i dazo l y l , 4»im i dazo l y l , 3"pyrazolyl, 4-pyrazolyl, 
24hiazo l y l , 3» i soxazo l yl, 5» i soxazo l y l , 2-pyr i dyl, 3-pyridy l , 
4»pyr i dy l , 2-pyraziny l , 2-pyrimidinyl, 4"pyrim i diny l , S^pyrimid i ny l , 
3 - pyr i daz i ny l , 4-pyridazinyl, and 1,3,5-tr i az i n-2 - y l h e t e roary l r i ngs, wher ei n (a) a ring 
carbon in a first alpha pos i t i on r e lat i v e to th e r i ng carbon at th e po i nt of attachment 
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is optionally substitut e d by R 9 , (b) o r i ng carbon in a second alpha posit i on re l at i ve 
to th e r i ng carbon at th e point of attachm e nt is optiona l ly subst i tut e d by R ^V(e)-a 
ring carbon, i n a first b e ta pos i tion relativ e to th e ring carbon at th e point of 
attachm e nt and in an a l pha position relativ e to th e ring atom opt i ona l ly substitut e d 
by-R 9 , is optional l y subst i tuted by R™, (d) a ring carbon, in a second beta position 
r e lativ e to th e ring carbon at th e point of attachm e nt and i n an alpha posit i on r el ativ e 
to th e ring atom optional l y substituted by IT*, is optiona l ly subst i tuted by R^ Van^ 
(e) a ring carbon, if pr e s e nt, i n the gamma pos i tion r el ativ e to th e ring carbon at th e 
point of attachm e nt and in an a l pha pos i tion relative to each of the ring atoms 
opt i ona ll y subst i tut e d by R™ and R 1 2 , respectively, is optionally substituted by R^ t 
¥* * is selected from the group consisting of: 
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R 16 , R 17 , R 18 , and R 19 are independently selected from the group consisting of 
hydrido, methyl, ethyl, isopropyl, propyl, carboxy, amidino, guanidino, methoxy, 
ethoxy, isopropoxy, propoxy, hydroxy, amino, aminomethyl, 1-aminoethyl, 2- 
aminoethyl, N-methylamino, dimethylamino, N-ethylamino, methylthio, ethylthio, 
isopropylthio, trifluoromethylthio, methylsulfinyl, ethylsulfinyl, methylsulfonyl, 
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ethylsulfonyl, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2,3,3,3- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
hydroxymethyl, 1-hydroxyethyl, 2-hydroxyethyl, and cyano; and 

e b i o CCNR^ ^^R ^or hydr i do, w i th the proviso that no more than one of R 2 3 
and-R ^ i o hydroxy; 

R 23 , R 24 , and R 25 are independently selected from the group consisting of hydrido, 
methyl, ethyl, and hydroxylase* 

Q s is oc l octod from tho group consist i ng of a bond, CH 2 and CH 2 GH 2 . 

Claim 41 (Currently amended): The compound of claim 40 or a 
pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
hydroxy, hydroxymethyl, amino, aminomethyl, methoxy, trifluoromethoxy, and N- 
methylamino; 

B is selected from th e group consist i ng of cyclopropyl, cyclobuty l , cyclopenty l , 
cyclohexy l , cycloh e pty l , oxa l an-2"y l , 2"(2R)"b i cyclo[2.2.1]-h e pty l , 1 -pyrro l i d i ny l , 1" 
p i per i d i ny l , ox e tan-3-yl, azet i din-1-y l , az e t i din-2-y l , azet i din-3-y l , 7" 
oxabicyc l o[2.2.1]heptan-2"y l , b i cyc l o[3.1.0]hexan"6"y l , 2-morpho li ny l , 3-morpho l iny l , 
4-morphol i nyl, 1-p i peraz i nyl, 2-piperaz i nyl, 1-p i p e r i dinyl, 2-p i per i dinyl, 3-p i p e ridinyl, 
4"pip e r i dinyl, 1"pyrro l id i ny l , 2-pyrrol i dinyl, 3-pyrro li diny l , 2"d i oxanyl, 41 l -2-pyrany l , 
41 l -3-pyranyl, 4 1 l -4-pyrany l , 4 1 l "pyran"4-one"2"y l , 4 1 hpyran"4"0n e "3"y l , 2- 
tetrahydrofurany l , 3"tetrahydrofurany l , 2 - tetrahydropyrany l , 3"t e trahydropyranyl, 
4"tetrahydropyrany l , 2-tetrahydroth ie ny l , and 3"tetrahydroth ie ny l ; 

A is se le ct e d from th e group cons i sting of a bond, C I l 2 , NHC(O), CH gGHg T 
and CI l 2 GH g GH 2 t 

R 1 and X° are independently selected from the group consisting of hydrido, 
hydroxy, amino, am i dino, hydroxyam i no, am i nom e thyl, m e thylam i no, cyano, m e thy l , 
trifluorom e thy l , methoxy, hydroxym e thyl, methoxyam i no, m e thy l thio, 
trifluorom e thoxy, fluoro, and chloro; 

R 2 -4s-Z e -Qf 
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is ooloctod from tho group cons i sting of a bond, CH 2 , O, S, NH, N(CH S )7 
eeH 2 l and SCH 2 t 

Q is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 3- 
amino-5-benzyIphenyl, 3-amino-5-(2-phenylethyl)phenyl, 
3-amino-5-benzylaminophenyl, 3-amino-5-(2-phenylethylamino)phenyl, 
3-amino-5-benzyloxyphenyl, 3-amino-5-(2-phenylethoxy)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(1-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(1-methyl-1-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 
3-amino-5-(N-cydohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 
3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 
3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 
3-aminophenyl, 3-amino-5-(4-trifIuoromethylbenzylamino)phenyl, 
3-amino-5-(4-trifluoromethylbenzyloxy)phenyl, 3-carboxyphenyl, 
3-carboxy-5-hydroxyphenyl, 3-amino-5-carboxyphenyl, 3-chlorophenyl, 
2-chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fIuorophenyl, 3-fluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl, 

3- methanesuIfonylaminophenyl, 2-methoxyphenyl, 3-methoxyphenyl, 
3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 
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3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4-methylphenyl, phenyl, 3- 
trifluoroacetamidophenyl, 3-trifluoromethylphenyl, and 
2-trifluoromethylphenyl, 5-amino-2"thi e nyl, 5»amino-3-thi e ny l , 
3"bromO"24h ie ny l , 3"pyridyl, 4-pyridy l , 2»thi e ny l , and 3-th i eny l; 
¥ ° is Gcloctod from tho group conoioting of: 



v^C q^C <P~C 




R 16 and R 19 are independently selected from the group consisting of hydrido, 
amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, hydroxy methyl, 
fluoro, chloro, and cyano; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; and 

e b io C(NR* >lR*R** br hydrido; 

R 23 , R 24 , and R 25 are independently hydrido or methyh-and 
QMs-GH 2 . 

Claim 42 (Currently amended): The compound of claim 39, 
or a pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of halo, haloalkyl, hydroxy, 
hydroxyalkyl, amino, and aminoalkyl; 
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R 9 , R 11 , and R 13 are independently selected from the group consisting of 
hydrido, hydroxy, amino, amidino, guanidino, alkylamino, alkylthio, alkoxy, 
alkylsulfinyl, alkylsulfonyl, amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, 
hydroxyalkyl, carboxy, carboxamido, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
acetamido, haloacetamido, amidino, guanidino, alkyl, alkoxy, alkoxyamino, hydroxy, 
amino, alkylamino, alkylsulfonamido, amidosulfonyl, hydroxyalkyl, aminoalkyl, halo, 
haloalkyl, carboalkoxy, carboxy, carboxamido, carboxyalkyl, and cyano; 

R 33 and R 34 aro i ndopondont l y so l octod from tho group cons i st i ng of hydr i do, 
acetamido, ha l oacetam i do, amid i no, guan i dino, a l koxy, hydroxy, amino, 
alkoxyamino, a l kylamino, alky l th i o, am i dosu l fony l , a l kyl, ha l o, ha l oa l kyl, ha l oalkoxy, 
hydroxyalky l , carboalkoxy, carboxy, carboxamido, and cyano; 

A is a bond or (C I KR^^-fW^ whoro i n rr is 0 or 1 , pa i s an i ntogor so l octod 
from 0 through 3, and W ? -is-N{R f ); 

R f is hydrido or alky l ; 
R ^ is soloctod from tho group cons i st i ng of hydr i do, ha l o, alky l , and haloa l ky l ; 

R* and X° aro indopondontly so l octod from tho group consist i ng of hydr i do, 
hydroxy, hydroxyamino, amid i no, amino, cyano, hydroxya l ky l , alkoxy, alkyl, 
alkylamino, aminoa l ky l , alky l thio, alkoxyam i no, ha l oa l ky l , haloa l koxy, and ha l o; 

R 2 4s-2°-Qf 

Z° is a bond; 

R 16 , R 17 , R 18 , and R 19 are independently selected from the group consisting of 
hydrido, amidino, guanidino, carboxy, haloalkylthio, alkoxy, hydroxy, amino, 
alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl, aminoalkyl, and cyano; and 

Q b is so l octod from tho group consist i ng of NR^ R 2 *, hydrido, and 

ef^^NR^t 

R 20 , R 21 , R 23 , R 24 , and R 25 are independently hydrido or alkyl^and 
e s -is-GH 2 . 



14 



PHA 4163.5 (3455/1) 
PATENT 

Claim 43 (Currently amended): The compound of claim 42 or a 
pharmaceutical^ acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, chloro, trifluoromethyl, 
hydroxy, hydroxymethyl, amino, and aminomethyl; 

D is s ele ct e d from th e group consisting of cyclopropy l , cyc l obuty l , cyclop e nty l , 
cyc l ohexy l , cyc l oh e pty l , oxa l an-2-yl, 2»(2R)"bicyc l o[2.2.1]"hepty l , oxetan»3"yl, 
az e t i din - 1 - y l , az e t i d i n - 2-y l , az e tidin»3»yl, bicyc l o[3.1.0]h e xan«6 - y l , 2-morpho l iny l , 3- 
morpholiny l , 4-morpholiny l , 1-p i p e raz i ny l , 2-p i p e raz i nyl, 
1"piper i diny l , 2»piper i diny l , 3-piperidiny l , 4-pip e ridiny l , l^pyrro l idiny l , 
2"pyrrolid i ny l , 3»pyrro li dinyl, 2-dioxany l , 2-tetrahydrofuranyl, 

3- t e trahydrofurany l , 2-t e trahydropyrany l , 3-tetrahydropyranyl, 

4- t e trahydropyrany l , 2"t e trahydrothieny l , and 34etrahydrothienyl, wh e r e in (a) each 
ring carbon is optionally substitut e d with R**, (b) a r i ng carbon or n i trogon in a first 
a l pha position r el ative to th e ring carbon at th e point of attachment i s opt i onally 
subst i tut e d by R 9 , (c) a ring carbon or nitrogon in a oocond alpha posit i on rolativo to 
th e r i ng carbon at the point of attachm e nt is opt i ona ll y substitut e d by R 1 *, (d) a r i ng 
carbon or nitrog e n, if pr e sent, i n a f i rst beta pos i tion re l at i v e to th e ring carbon at the 
point of attachment and i n an alpha position relative to th e ring atom opt i ona ll y 
subst i tut e d by R 9 , is optional l y substituted by R**, and (o) a ring carbon or nitrogon, 
i f pr e s e nt, in a s e cond beta position r e lativ e to th e ring carbon at th e point of 
attachment and in an a l pha pos i tion relat i v e to th e r i ng atom optionally substitut e d 
by-R ^ i s opt i onally substituted by R ^t 

R 9 , R 11 , and R 13 are independently selected from the group consisting of 
hydrido, methyl, ethyl, methoxy, ethoxy, hydroxy, amino, N-methylamino, N,N- 
dimethylamino, methylthio, trifluoromethyl, pentafluoroethyl, 
2,2,2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl, 
N-methylamidosulfonyl, N,N-dimethylamidosulfonyl, hydroxymethyl, 
1-hydroxyethyl, amidocarbonyl, N-methylamidocarbonyl, carboxy, and cyano; 

R 10 and R 12 are independently selected from the group consisting of hydrido, 
amidino, amidocarbonyl, N-methylamidocarbonyl, 
N-benzylamidocarbonyl, N-(2-chlorobenzyl)amidocarbonyl, 
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N-(3-fluorobenzyl)amidocarbonyl f N^-trifluoromethylbenzylJamidocarbonyl, N-(1- 
phenylethyl)amidocarbonyl, N-(1 -methyl-1 -phenylethyl)amidocarbonyl, N- 
benzylamidosulfonyl, N-(2-chlorobenzyl)amidosulfonyl, 
N-ethylamidocarbonyl, N-isopropylamidocarbonyl, N-propylamidocarbonyl, N- 
isobutylamidocarbonyl, N-(2-butyl)amidocarbonyl, 
N-cyclobutylamidocarbonyl, N-cyclopentylamidocarbonyl, 
N-cyclohexylamidocarbonyl, guanidino, methyl, ethyl, methoxy, ethoxy, hydroxy, 
hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl, carboxy, carboxymethyl, amino, 
acetamido, trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, trifluoroacetamido, 
aminomethyl, N-methylamino, dimethylamino, methoxyamino, amidosulfonyl, N- 
methylamidosulfonyl, N,N-dimethylamidosulfonyl, methanesulfonamido, 
methoxycarbonyl, fluoro, chloro, bromo, and cyano; 

fP is ooloctod from tho group cono i Gting of hydrido, amidino, guanidino, 
methy l , e thyl, methoxy, ethoxy, hydroxy, carboxy, am i no, 
N»methylamino, dim e thy l am i no, methoxyamino, methylth i o, ethy l thio, 
trifluoromethy l , pentafluoroethy l , 2,2,2»tr i fluoro e thy l , fluoro, chloro, bromo, 
am i dosulfony l , N^methylam i dosulfonyl, hydroxy methy l , amidocarbony l , cyano, and 

A is se l ect e d from th e group cons i st i ng of a bond, N l I , N(CI l^jr^HgT-GH^GHr 
CH2CH2, and CH2CH2CH2T 

X° is selected from the group consisting of hydrido, hydroxy, amino, am i d i no, 
am i nom e thy l , cyano, m e thy l , trifluorom e thy l , hydroxymethy l , chloro, and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, hydroxym e thy l , 
amino, aminomethy l , methy l amino, cyano, m e thy l , tr i fluorom e thy l , methoxy, 
m e thylthio, trifluoromethoxy, fluoro, and chloro; 

R 2 i s ooloctod from tho group cons i sting of pheny l and 2 thiony l , 2 furyl, 2 
pyrrolyl, 2" i m i dazoly l , 2-thiazolyl, 3-isoxazolyl, 2-pyridyl, and 3-pyr i dyl h e t e roaryl 
r i ngs, wher e in (a) a ring carbon in a first alpha position relativ e to th e ring carbon at 
th e po i nt of attachm e nt i s optional l y substitut e d by R § , (b) a ring carbon i n a second 
a l pha pos i tion r e lativ e to th e ring carbon at th e po i nt of attachm e nt i s opt i ona l ly 
substitut e d by R^, (c) a ring carbon, in a first beta pooition ro l ativo to tho r i ng carbon 
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at th e point of attachm e nt and i n an alpha pos i tion re l at i v e to the ring atom 
optiona ll y substituted by R § , i s optional l y substituted by R 1 0 , (d) q r i ng carbon, in a 
s e cond b e ta position re l ativ e to th e ring carbon at th e po i nt of attachm e nt and in an 
alpha position r el at i v e to th e ring atom opt i onally subst i tut e d by R 1 *, is optional l y 
subst i tuted by R 1 *, and (o) a ring carbon, if present, i n tho gamma position re l at i ve 
to th e ring carbon at th e po i nt of attachm e nt and in an alpha posit i on re l ativ e to 
e ach of th e ring atoms optionally substitut e d by R^ -end-R ^, respective l y, i s 
optionally substitut e d by R^ t 

¥° is se l ected from the group cons i sting of: 
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R 16 , R 17 , R 18 , and R 19 are independently selected from the group consisting 
of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, amino, 
aminomethyl, 1-aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, 
methylthio, ethylthio, trifluoromethylthio, methylsulfinyl, methylsulfonyl, 
trifluoromethyl, pentafluoroethyl, 2,2,2-trifluoroethyl, trifluoromethoxy, fluoro, chloro, 
hydroxymethyl, carboxy, and cyano; and 

e b 4s-KR 2e R 2 t or C^R^ ^NR 2 ^ 

R 20 , R 21 , R 23 , R 24 , and R 25 are independently selected from the group consisting of 
hydrido, methyl, and ethylrarrd 
QMs-GH*. 

Claim 44 (Currently amended): The compound of claim 43 or a 
pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, trifluoromethyl, hydroxy, 
hydroxymethyl, amino, and aminomethyl; 

D is sel e cted from the group cons i sting of cyc l opropy l , cyclobuty l , cyc l openty l , 
cyc l oh e xyl, oxalan-2"y l , 2-(2R)"bicyclo[2.2.1]"h e pty l , ox e tan»3»y l , az e tid i n-1-y l , 
az e tidin-2-yl, az e tidin^y l , 1 - pyrrol i d inyl and 1-piper i diny l ; 

A i s s ele cted from the group consist i ng of a bond, C H 2r OH 2 GHg--aRd 

pui pu . 

X° is selected from the group consisting of hydrido, hydroxy, amino, am i d i no, 
aminomethy l , cyano, m e thy l , tr i fluorom e thyl, hydroxym e thyl, and fluoro; 

R 1 is selected from the group consisting of hydrido, hydroxy, hydroxym e thyl, 
amino, am i nom e thyl, cyano, m e thy l , trifluorom e thy l , and fluoro; 

R 2 is selected from the group consisting of 
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3-amidocarbonyl-5-aminophenyl, 3-amidocarbonyl-5-aminophenyl, 

3-amino-5-(N-benzylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 

3-aminO"5-(N-(1-phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-(1 -methyl-1 -phenylethyl)amidocarbonyl)phenyl, 

3-amino-5-(N-benzylamidosulfonyl)phenyl, 

3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 

3-amino-5-(N-ethylamidocarbonyl)phenyl, 

3-amino-5-(N-isopropylamidocarbonyl)phenyl, 

3-amino-5-(N-propylamidocarbonyl)phenyl, 

3-amino-5-(N-isobutylamidocarbonyl)phenyl, 

3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 

3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 

3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 5-amino-2-fluorophenyl, 

3-amino-5-hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 

3-amidinophenyl, 3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 

3-aminophenyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 

3-carboxy-5-hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 

3-carboxymethyl-5-hydroxyphenyl, 3-carboxymethylphenyl, 3-chlorophenyl, 2- 

chlorophenyl, 3-cyanophenyl, 3,5-diaminophenyl, 3-dimethylaminophenyl, 

2- fluorophenyl, 3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 

3- hydroxyphenyl, 3-methanesulfonylaminophenyl, 2-methoxyphenyl, 
3-methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 
2-methylaminophenyl, 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 4- 
methylphenyl, phenyl, 3-trifluoroacetamidophenyl, 3-trifluoromethyl phenyl, and 2- 
trifluoromethylphenyl, 5-am i no"2 - th ie ny l , 5"-am i nO"3 - thienyl, 
3»bromo»2-th ie ny l , 3-pyridy l , 4-pyridy l , 2~thi e ny l f and 3-th ie ny l; 

¥ ° io Gc l octod from the group cono i sting of: 
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R 16 and R 19 are independently selected from the group consisting of hydrido, 
amidino, amino, aminomethyl, methoxy, methylamino, hydroxy, hydroxymethyl, 
fluoro, chloro, and cyano; 

R 17 and R 18 are independently selected from the group consisting of hydrido, 
fluoro, chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; and 

e b 4s-G(NR 25 )NR 23 R 2 *f 

R 23 , R 24 , and R 25 are independently hydrido or methyli-and 
0 s 4s-GH 2 . 

Claim 45 (Currently amended): The compound of claim 44 or a 
pharmaceutically acceptable salt thereof, wherein; 

J is selected from the group consisting of fluoro, hydroxy, hydroxymethyl, and 

amino; 

B is selected from the group consisting of cyclopropyl, cyclobutyl, cyclopentyl, 
and cyclohexyl , oxa l an"2-y l , 2"(2R)»b i cyc l o[2.2.1]"h e ptyl, ox e tan-3-y l , az e tidin"1-y l , 
az e tid i n-2 - y l , az e t i d i n-3-y l , and 1-p i p e rid i ny l; 

A i s s ele cted from th e group consist i ng of a bond, CHg 7 -GH 2 GH g .-af>d 
CI ^OH^OI Ig7 
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X ° i s Golcctod from tho group cons i sting of hydr i do, hydroxy, amino, amidino, 
am i nomethy l , cyano, methy l , tr i f l uoromethy l , hydroxym e thy l , and fluoro; 

R f is soloctod from tho group consist i ng of hydrido, hydroxy, hydroxymothyl, 

amino, aminom e thy l , cyano, methyl, tr i fluoromethy l , and fluoro ; 

R 2 is selected from the group consisting of 
3-amidocarbonyl-5-aminophenyl, 3-amino-5-(N-benzylamidocarbonyl)phenyl, 3- 
amino-5-(N-(2-chlorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(3-fluorobenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(1-phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-(1 -methyl-1 -phenylethyl)amidocarbonyl)phenyl, 
3-amino-5-(N-benzylamidosulfonyl)phenyl, 
3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, 
3-amino-5-(N-ethylamidocarbonyl)phenyl, 
3-amino-5-(N-isopropylamidocarbonyl)phenyl, 
3-amino-5-(N-propylamidocarbonyl)phenyl, 
3-amino-5-(N-isobutylamidocarbonyl)phenyl, 
3-amino-5-(N-(2-butyl)amidocarbonyl)phenyl, 
3-amino-5-(N-cyclobutylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclopentylamidocarbonyl)phenyl, 
3-amino-5-(N-cyclohexylamidocarbonyl)phenyl, 3-aminophenyl, 
3-carboxy-5-aminophenyl, 3-chlorophenyl, 3,5-diaminophenyl, 
3-dimethylaminophenyl, 3-hydroxyphenyl, 3-methanesulfonylaminophenyl, 
3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, phenyl, and 
3-trifluoroacetamidophenyl , 3-bromO"2"th ie nyl, 2»th ie nyl, and 3-thienyl ; and 

Y° is selected from the group consisting of 5-am i dino"2"thienylm e thy l , 4- 
amidinobenzyl, 2-fluoro-4-amidinobenzyl, and 3-fluoro-4-amdinobenzyl. 

Claim 46 (Currently amended): The compound of claim 39, or a 
pharmaceutical^ acceptable salt thereof, wherein: 
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R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, 
J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyl, 
J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 i s 5 am i no 2 th i ony l , B i s cyc l obuty l , A is a bond, Y° is 4 am i d i nobonzy l , J is 
hydroxy, and R t i s ch l oro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is CH 2 , Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 2-(2R)-bicyclo[2.2.1]-heptyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is oxalan-2-yl, A is CH 2 , Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 1-piperidinyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is 1-pyrrolidinyl, A is CH 2 CH 2 CH 2 , Y° is 4-amidinobenzyl, 
J is hydroxy, and R 1 is chloro; 
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R 2 is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J 
is hydroxy, and R 1 is hydrido; 

R 2 is 2-amino-6-carboxy-4-pyridyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
hydroxy, and R 1 is hydrido; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, 
J is hydroxy, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 
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R 2 is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3- 
fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4- 
amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a bond, Y° 
is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a bond, Y° 
is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidino-3-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopentyl, A is a 
bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 
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R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidino-3-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclopentyl, A 
is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is hydrido; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is hydroxy, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, 
J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is hydrido; 

R 2 is 3-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3-fluorobenzyl, 
J is fluoro, and R 1 is chloro; 
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R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is chloro; 

R 2 is 5-amino-2-thienyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclopropyl, A is CH 2 , Y° is 4-amidinobenzyl, J is fluoro, 
and R 1 is chloro; 

R 2 i s 3 am i nophonyl, B i s 2 (2R) bicyclo[2.2.1] hopty l , A io o bond, Y° 4fr4- 
amidinob e nzyl, J is fluoro, and R ^ ^ is ch l oro; 

R 2 is 3-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-aminophenyl, B is cyclohexyl, A is CH 2 CH 2 , Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is hydrido; 

R 2 io 3 aminophonyl, B is oxa l an 2 y l , A i s CHg rY 6 is 4 amidinobenzy l , J i s fluoro, 
and-R ^ is ch l oro; 

R 2 is 3 aminophony l , B is 1 pipor i diny l , A i s CH 2 GH 2T ^ P io 4 amidinobenzyl, J is 

fluoro, and R t io chloro; 

R 2 is 3 aminophonyl, B i s 1 pyrrolid i nyl, A io CH 2 GH 2 GH 27 V* is 4 am i dinobenzy l , 

J is fluoro, and R t i s chloro; 

R 2 is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J 
is fluoro, and R 1 is hydrido; 

R 2 is 2-amino-6-carboxy-4-pyridyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5-carbomethoxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-carboxyphenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 
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R 2 is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is 
fluoro, and R 1 is hydrido; 

R 2 is 3,5-diaminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3,5-diaminophenyl, B is cyclopentyl, A is a bond, Y° is 4-amidinobenzyl, 
J is fluoro, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclopropyl, A is a bond, Y° is 4-amidino-2- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclobutyl, A is a bond, Y° is 4-amidino-3- 
fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-carboxy-5-aminophenyl, B is cyclopentyl, A is a bond, Y° is 4- 
amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a bond, Y° 
is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 
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R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopropyl, A is a bond, Y° 
is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclobutyl, A is a bond, Y° 
is 4-amidino-3-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-benzylamidocarbonyl)phenyl, B is cyclopentyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclopropyl, A is a 
bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclobutyl, A is a 
bond, Y° is 4-amidino-3-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-chlorobenzyl)amidosulfonyl)phenyl, B is cyclopentyl, A 
is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is chloro; 

R 2 is 3-amino-5-(N-(2-trifluoromethylbenzyl)amidocarbonyl)-phenyl, B is 
cyclopropyl, A is a bond, Y° is 4-amidino-2-fluorobenzyl, J is fluoro, and R 1 is chloro; or 
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R 2 is 3-amino-5-(N-(2-trifluorom B is 

cyclobutyl, A is a bond, Y° is 4-amidinobenzyl, J is fluoro, and R 1 is hydrido. 

Claim 47 (Previously presented): A composition for inhibiting thrombotic 
conditions in blood comprising a compound of claim 39 and a pharmaceutical^ 
acceptable carrier. 

Claim 48 (Previously presented): A composition for inhibiting thrombotic 
conditions in blood comprising a compound of claim 39 and a pharmaceutical^ 
acceptable carrier. 

Claim 49 (Previously presented): A method for inhibiting thrombotic conditions in 
blood comprising adding to blood a therapeutically effective amount of a composition of 
claim 39. 

Claim 50 (Previously presented): A method for inhibiting formation of blood 
platelet aggregates in blood comprising adding to blood a therapeutically effective 
amount of a composition of claim 39. 

Claim 51 (Previously presented): A method for inhibiting thrombus formation in 
blood comprising adding to blood a therapeutically effective amount of a composition of 
claim 39. 

Claim 52 (Previously presented): A method for treating or preventing venuous 
thromboembolism and pulmonary embolism in a mammal comprising administering to 
the mammal a therapeutically effective amount of a composition of claim 39. 

Claim 53 (Previously presented): A method for treating or preventing deep vein 
thrombosis in a mammal comprising administering to the mammal a therapeutically 
effective amount of a composition of claim 39. 



29 



PHA 4163.5 (3455/1) 
PATENT 

Claim 54 (Previously presented): A method for treating or preventing cardiogenic 
thromboembolism in a mammal comprising administering to the mammal a 
therapeutically effective amount of a composition of claim 39. 

Claim 55 (Previously presented): A method for treating or preventing 
thromboembolic stroke in humans and other mammals comprising administering to the 
mammal a therapeutically effective amount of a composition of claim 39. 

Claim 56 (Previously presented): A method for treating or preventing thrombosis 
associated with cancer and cancer chemotherapy in humans and other mammals 
comprising administering to the mammal a therapeutically effective amount of a 
composition of claim 39. 

Claim 57 (Previously presented): A method for treating or preventing unstable 
angina in humans and other mammals comprising administering to the mammal a 
therapeutically effective amount of a composition of claim 39. 

Claim 58 (Previously presented): A method for inhibiting thrombus formation in 
blood comprising adding to blood a therapeutically effective amount of a compound of 
claim 39 with a therapeutically effective amount of fibrinogen receptor antagonist. 

Claim 59 (Cancelled) 

Claim 60 (Cancelled) 

Claim 61 (Currently amended): The compound of [[claim 60]] claim 39 wherein 
A is a bond, X° is hydrido and R 1 is hydrido or halo. 

Claim 62 (Previously presented): The compound of claim 61 wherein J is 
hydroxy or fluoro. 
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Claim 63 (Previously presented): The compound of claim 62 wherein R 2 is 

R 12 

\io 

and R 10 and R 12 are as defined in claim 39. 
Claim 64 (Cancelled) 
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